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(57) mmi 
^ (A) 



-N 



(A) 



OR- 



(57) Abstract: A thiadiazole compound represented by the formula (A): (A) 
wherein R} represents C1.7 alkyl, C3.7 alkenyl, C3.7 alkynyl, etc.; and R^ rep- 
resents C1.4 alkyl substituted by an optionally substituted heterocyclic group 
(provided that the heterocycle is a five-membered ring containing one or more 
oxygen or sulfur atoms as the only heteroatom(s))- The compound is highly 
active in controlling harmful arthropods. 



(A) 



IT) 



o 



[scpf. r'«ci-c7t;v=^;ws. c 3 - c 7 t;1'^— c3-C7t;u 



4/033452 Al 




(84) ta^m (OHi)'. ARIPO 1#8t (GH, GM, KB, IS, MW, MZ, 

SD, SL, SZ, TZ, UG, ZM, ZW), 3-— 5 i/7#it (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), 3 — P 
(AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, H, FR, OB, 
OR, HU, IE, IT, LU, MC, ML, PT, RO. SB, SI, SK, TR). 
OAPI 4#it (BF, BJ, CF, CO, C3, CM, GA, GN, GQ, GW. 
ML, MR, NE, SN, TD, TG). 
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5 ^mm\t. ^Ti^T^z-Mt^mmstommzmT^o 



^^:itf)m^nx\^^^ (DE 3 0 3 0 6 6 l^|g)o 

Tf3it>-h. :^^m\t.^ (A) 

^1 N 

"-S^OR^ 

[^•f. R'«C 1-C 7T;P^;V»> C 3 - C 7 T;U^rn;i/K. C3-C7T;V 

c 2 - c 7 t;i/3j^'>t;1/^;p». c 2 - c 7 7)V^)V^':^r)V^)v 
20 C4-C 7r;V3i4^>^T;vn^->T;wi/^. c 4 - c ? T;i/:^;i/^:tT;i' 

xn;uST?«il$n;fec i - c 2T;wv». m^$nTViT'bJ;Vi:7xr:;V:t 

am^n^c 2-c 3t;i/3^v't;1'4^;ps, x^a^ (b) 



O R* 
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^rc\tmnm^(D^^mt 5 m©^o) T^m^nfec 1 - c 4 r)v^)vm^m.t 

5 o3 

10 

R' T^^n^, c 1 -c 7T;i/^;i/KtUT«. x5^;i/S. 
yptf;w». v:/D tf;i/S^ sec -y5^;i/*B:t)^t ex t-:f^ 

15 ;vK/?i^#tf e»n§. 

R' T^$n^. C3-C7T;i/'Jrx;l/Si:bTt*, M;^J^TU;i/S. 2-:/ 

20 5^n;v^75>^#tf5>ns. 

R' ^^$n^, C 2 -C 7T;i/3:^->T;WV*^UTtt. (ci- 
R' T^^nS. C2-C7T;i/^;i/5^:rT;V^;V».?:bT«. M;!^^ (CI 



wo 2004/033452 ^j^j^ ^ppT/JP2003/012831 

4 7)V^)m x5^;«. :/ntf;v«. -f yyDtf;vs. t e r t- 

5 ^^)vmm). c i-C4AnT;v^;i/» (bU:7;i/^n^5^;i/S> >^>';i':tnp^ 

:=^}m. 3 - ^^)\^y 4-^5^;i/>'aix;ws. 2-h^jy)V:tu}t^^ 
)vyx.:=-)V^. 3 - h 0 y ^^)vy x.:^)vm. 4- hU >';i/:^a^^;w:7 

^:t:7n:x;i/*, 2- bU:7;i/::ro^ h:^^->:7xx;i/S. 3-bU:7;i/:tD^h 
^iyy 4 - h U :7;v:tDp^ h^>':7xx;i/X, 2 -::iho:7xn;i/S> 

3 -nhD:7x::i;i/S. 4-nhD>'xn;i/S. 2 -->Ty :7x— 3-$^ 
Ty:7xx;i/^. 4->'Ty :7x-;i/»> 2 -:7;p:tD:7xn;v». 3-7;!/:^ 

20 o:7xx;i'«> 4-:7;v:tP>^x:n;i/^. 3. 4-z^y)l:tuya^=i)m. 3. 
5-z^yj]/:ttiy:c:=.)vm> 2, 6-5^:7;v:ta:7xx;w», 2, 4-v^:7;V::r 
Dyxr:;!/^^ 2 -^:7Dn:7xn;vS> 3-^uuy:j^:=^)V^. 4-^uuyx. 
=^)vm> 3, 4--:^^nn:7xn;w«. 3, 5 -i^^on >'xx;ws> 2. 6- 
^^^^^D:7xn;l/S^ 2, 4-v?^Da:7xx;v^> 2 -:/d^:7xx;1/S> 3 

25 -rfn^r^'xn;!/*. 4->^D^r>'xx;i/». 3, 4-e^:/p^>'xn;v». 3, 
5->^fu^yau:=.JVm. 2, 6->?>^n^7x::i;i/S3SttK2, 4-i^>^D^::7 

R' T?^$n^. «m$nTViT%>.i:Vi:7xn;v»i?@m$n;^ci-c2T 
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4 



c i-CAr)V^}V^^m (p^^;^5^:ts> x^;i/5^:t»^)> c i -c 2 apt 

2-7^5^;v^:t'^>e^;i'*. 3-^^;^^:t^>>^;^»^ 4-^5^;i'5^:t^>>^ 

4- hU:7;v:tP^ h^>'^>>^;vs> 2 -xhn^>v';PS. 3-xh 
15 p^>s^;vs> 4-xhp^>>?;i/S, 2->^T/^>-:^;i/^> 3->'T/^> 
4-i^T/^>>^;w^> 2-y)\^^vL^y-J)vm> 3-:7;i/:tP^>>^ 

4->';i/^P^>i^;i/S. 3. A--Jy)V'^U^y-y)Vm. 3, S-v^^' 
;V:rP^>>^;l/S. 2, Q-=^y)V-^U^y-J}Vm. 2, 4-i^>';i/:tP^>>^ 

2-i7PP^>>?;u», 3-i^pp'^>>^;PS, 4-i7PP'^>s?;w^. 

20 3 , 4->^^7DP^>'v^;l/Sx 3, b--J^UU^>-J)V^. 2, 6-v^t^PP 

2. 4-vi^pp^>'v;i'*^ 2--:^p^^>>^;i'»^ 3-:/p^: 
^>>?;i/»> A-^u=^^>-j)vm. 3, 4-i^yp^^>>^;ws, 3. 5-5^ 
^u^^y-j)vm. 2, e-v^r/p^r'^^v^;]/*. 2, 4->^:/p^^>>^;I/S. 

25 1- (2-^^;i/:7xx;i/) jL^}vm. 1- (3 -^^;i':7xx;w) x^;i/»^ 
1- (4-p^5^;i/>'xx;i/) x5^;i/S, 1- (2 - bu :7;i':tP^5^;i':7aix;W 
x5^;i/S, 1- (3-hU >';V5i-p;>^^;i/>'3:x;i/) x5^;i/S. 1- (4-hU 
:7;i/:tPp^^;i/:7xx;u) x5^;i/S. 1- (2-;< b^r>^:73ix;i/) x5^;V'S. 
1- (3-^b4^v^7xx;i/) x^;i/»^ 1- (4-p^ h^->:7xx;v) 
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1- (2-^^}\^9-^yx.:z.)V) x^;i.», i- (3 -p^5^;W5^^:7x-;v) 
ji^jvm. 1- (4-^^;i'9^:t:7xn;i/) x5^;v«, i- (2-h0y)V:tti 
^h:^->:7xr:;v) x5^;i/«, i- (3-hU:7;i/:tn^h^r>':7xx;i/) 

1- (4- h'J:7;i/?rp^ b^>^>'xx;i/) x5^;vSx i- (2-xbP 
5 >'xx;i/) x5^;i/^> 1- (3-xbD:7xx;w) x.^)vm. i- (4-xhu 
:7xxjv) x.^'jvm. 1- (2->^T/:7xx;i') x^;i/». i- 
:7xx;i/) x9^;v». i- (4->'Tyr'xx;v) x5^;v», i- (2-7;i/:t 
d:7xx;1/) x^;i/», i- (3-y)V^nyx.:^)V) x^;i/». i- (4-:7 
;V:tP>'xx;w) 1- (3. 4 -5^:7;i/:^n:7xx;i/) x^;us, i 

10 - (3. 5-z?y)V:tuyaL-)V) x5^;va. 1- (2. 6-e^:7;v;^D:7xx 
;w) jL^)vm. 1- (2, 4-i^:7;i/:tn'7xx;i/) x^;v^x i- (2-i^D 
p>'xx;i') X5^;v». 1- (3-^nD'7xx;i/) x^;i/». i- (4-i^n 
d:7xx;i/) x^;ws. i- (3, 4-i^^\nuyaL-)V) jl^jvm. i- (3, 
5->?i^an:7xx;u) x5^;v». i- (2, 6 ->^i^pa:7xx;i/) x.^)VM. 
15 1- (2, 4-e^^pp:7xx;v) x5";i/fi. i- (2->^p^::7xx;v) x^ 
1- i3-^u^yx,=L)V) x5^;ws> i- (4-:;^p^:7xx;v) x^ 
1- (3. 4-i^:/p^:7xx;i/) x5^;v». i- (3, s-s^r/p^^' 
xx;v) x.^)VM. 1- (2. 6->^:;^p^:7xx;i/) x^;i/S, i- (2, 4 
->?:/p^:7xx;v) x^^;^^, 2-:7xx;vx5^;vs, 2- (2-;'^^;v:7x 
20 x;i/) x^;v». 2- (3-p^5^;i/7xx;v) x5^;w», 2- (4-^5^;v:7x 
x;i/) x^;i/». 2- (2- hu >';i-:^pp^5^;v:7xx;w x5^;i/«. 2- (3 
-hu:7;w:^pp<^;i/:7xx;i/) x5^;i/». 2- (4- huy;v^p^^>'i/>':i^ 
x;i/) x5^;v»^ 2- (2-p^ h^>^>'xx;w) X5^;vs. 2- (3-^h^v' 
>'xx;v) X5^;i'«, 2- (4-^h^->:7xx;i/) x5^;w^. 2- (2-p<5^ 
25 ji/^^rr^'xx;^) x^;i/S> 2- (3 -^5^;i/5^^:7xx;v) x^;i/S. 2- (4 
-^^}V^^y:c=.)V) jL^jim. 2- i2-h^)yjv:i-u^h^'yy:t.=.)V) 
x5^;i/». 2- (3-bU:7;i.:^p^h:^>'>'xx;v) x9=-;i/«. 2- (4-h 
U:7;i/^pp^h4^>^:7xx;i/) x^;vs, 2- (2-xbpr7xx;W ji^jvm. 
2- (3-xhP7xx;i/) x5^;u^. 2- (4-xhP>'xx;W x^;i/S> 
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2- (2-'>Ty :7a:zijp) x5=-;i/«. 2- (3->-Ty :7xr.;w x5^;i/S. 
2- (4->'T/:7a:n;v) X5^;VS. 2- (2-:7;i/:ta>'xx;v) x.9-)vm. 
2- (3-:7;v:rD:7xx;i/) x^;p»x 2- (4-:7;v:tD:7xx;i/) x^;v 

2- (3, 4--Jy)V^uyx.zl)V) JL^)Vm. 2- (3. 5-i^:7;l/:tP 

5 :7xx;i/) x^;i/*. 2- (2, 6 ->^:7;w^d:7xx;w) x5^;|/S> 2- (2, 
• A--Jy}V^uyx.:=.}V) xg^;i/S> 2- (2 -^nn:7xx;i') x5^;us, 2 

- (3-i^aD>^xx;i/) x^^;^^^ 2- (4-^nD:7xx;i/) X5^;i/S. 2 

- (3. 4-i^^pn:7xx;i/) x^;i/». 2- (3, 5 ->?^od:7xx;p) 
x5^;vs. 2- (2, 6->'^dp:7xx;u) x5^;us> 2- (2. 4-i^^n 

10 d:7xx;I/) x5^;i/». 2- (2-:/d^:7xx;1/) X5^;i/S, 2- (s-r^n 
^>'xx;u) x5^;v». 2- (4-:/P^:7x::i;i/) x5^;v». 2- (s, 4- 
s^^^p^t^xx;!/) x5";vs, 2- (3, 5-5^yp^:7xx;i/) x5^;«. 2 

- (2, 6-5^:/p^:7xx;i/) x5^;i/Ss.tK2 - (2, 4->^>^p^>'xx;1/) 

15 T^^ns, B^$nTViT'bJ:vi:7xx;i/:i-:^^->«'rmm$ni'bc 1- 

:/ph;1/S, -ry:/pe;i/«, t e r t -y^^^jps^). c i -C4apt;w^;^ 
« (hU:7;w^p^5^;us. >':7;i/:tP^^;vs. -^>^:7;i/:tpx^;v»^), 
ci-C4T;Wn:^^v'S (^b^'>«. xh^^s/^. :/P3}?:^^>'S. ^y^^n:^ 

20 ^i^W). C l-C4T;V^;i/5^:r» X5^;i/5^:tS^). Cl- 

^sf^J:?)^«ns-'®isJ^±TSi^l$tiTV:^T'foJ:v:»:7xx;p:t^>^ST?ffim$ 
n:fec 1 - c 2 T;v^;i/»5&t#tf en. :B:#:e?itc«M;lt^>^xx;p:t^i^^5^;v 

25 1- (^'xXjl/rt^rv-) X5^;l/S> 2- (:7xX;V^^>') X5^;|/*> (2- 

^^;i':7xx;i/) (3 -p^5^;i/:7xx;i') (4 

-^5^;i/:7xx;w :t=^^->p^5^;i/«. (2- hu Ppt5^;i/:7xx;v) rt^v' 
(3- hu:7;p:^p^^;v:7xx;i/) :t^r5^p^^;v«. {A-v^)y)V 

:^U:^=^)Vy:c~)V)^^zy)^^)\^^^ (2-^ h^>^:7xX;V) :^^'>^^;l'*> 
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p^b^^^:7x:i;u) :r^v'^5^;i/»^ (3- hij:7;i/:ta^ h^>^>'xn;i/) ^ 
hp:7xn;i/) :t^>'^5^;i'^. (3 hn:7x:=:;V) (4- 

- >^ D :? X ^ ^ i3-y)V:tuyx. ^^^^^ 
10 (4-7;i/:tD:7xn;i/) (3, 4-i^>';i':tn:7x-;V) 

z^^^jvm. (3, 5->^:7;i/:rn'7x:i;i/) :r^>'pt^;i'S, (2. 6-z^y)V 
;rp:7xn;v) (2, 4-i?:7;i':to:7xn;i/):^^->p^^;vs. 

{2-i;uu yx.zL)V) ( 3 - n p :7 x::i;V) •t^-y:^^}^^. 

(4-^DP:7xn;v) (3, 4->?i7PP:7xn;v) i^^v'^ 

15 (3, S-v^i^DD^'xn;!-) :t^'>^5^;P«> (2, 6-i?i^Pa:7x 

::r^~>^5^;v*^ (2, 4->^^pp:7xn;i/) :r^v'^5^;vs. (2-::^ 

P^7x:=:;i/) ( 3 - >^n^:7xz:;i/) (4- 

:/p^:7x::i;u):t^v'^^;vS. (3, A-i^^u^ey x.zl)V) -^^1^^=^}^^. 
(3, 5->^::^n^:7xn;i/) ^t-^rv-p^^^^v*^ (2. 6 ->?yp^::7xn;i/) :^ 
20 ^->^^;i/SS:t)^^ (2, 4->^:/p^:7xn;i/) :^^s^^5^;i/»^#tf e>n^o 
R> -^^$n^. ai^$nTViT'feJ:v^:7xn;v^T»m$nfcC2-c3T 

(hU:7;i/:t-n^^;v». e?>';v:^P^^;w», ^>^y)i:tux.^)vm 

25 Cl-C4T;Vn:^^5y« (;;^h^->«, Xh=^>-S. ^PTj^^^^v-S. -TV:/ 

1 -C 2 APT;V3:J|r>'«(hU7;V:^Dp^ h^->«. i^y)V:tU;f^ h^i^*^). 

-bP». ->Ty»35:rXApy>iid' (y^mm^. mmm'?. ^mm"?^) f)^ 
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-;^^)V^>z^)V) ^^->^^;i/S> (2-hU:7;v:^n^5^;v^>v^;0 ^^^^ 

bD^>>?;i/) (3--hD^>i?;l/) :t^->^5^;U»^ (4- 

-hU^>z^)V) :t^z^^'^)Vm. (2-v'Ty^>S^;W) :^=^'>P<5^;V«> (3 

-i^ry^y-JM :t^zy>^^)vm. (4-v'yy^>>^;i/) (2 

15 (4-:7;i/:^D^>e^;i/) rt^i^p^^";^*^ (3. 4->^:7;i/:tn^>v?;v) 
c,^^;^^^ (3, 5 -$^:7;i/:tn^>s^;i/) :t^-^^^)vm. (2. 6-e^>';v 

( 2 - ^ n n^>v^;v) :t-=¥>'p^^;v*. ( 3 -^J' n p^>>?;i/) ::^4^>'pt^;vSx 
(4-^57nD^>>?;i/) (3, 4-$^^pn^>i^;v) 

20 (3, 5-i^^UU^>z^)V) :^^r->^^;i/». (2, 

:t^>'^5";i/». (2, 4-i^i7DD^>>^;i') (2->'' 
U^^>z^)V) (3-:fu^^>z^)l^) :^^i^:A^JVm. (4- 

^p^^>i^;v)^=^->^5^;vs. (3. 4->^:/n^'>^>v^;i/):t=^'>^5^;^S, 
(3, 5-e^>^n^^>>?;v) (2. 6-e^:/D^^>>^;W 

R> -e^^n^^ (B) -es^^nsSiUTti^ m^^^r* dtci-c3T;w^ 

7^ptf;i/», y:^ptf;i/», t e r t c 1 -c4apt;1'^;v 
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Cl-C47JVn^zy& (^h^i^m. xh:^->», :fti-^^i^m. -CVftiTj^ 

ham. 5>T/SRt>v\ny>M^ (yymm'?. mmm^f-. ^mmi^m') 5?>^e> 

10 - c 4 yjv^jumt bT«, c 1 - c 4 r)\^^)\^m x^;i/S. 

c 1 -c 4T;w^;i/»t#tf &n,:i:#:e<j{c:tiM;itiADy>M^(>'ymj]^^. 
15 J^m^. mmm^m). c i - c 4 t;1/^;I/» x5^;i/S, :/Dtf;v 

»s:tKx h umfi^^fsi^m^^mitn^ i ®i^;^_h-efiii$nTViTfe<j;vi2{5:itm 

m»i?BI^$n:fe^5";i/«. B:U?c 1 - c 4 t;I/^;1/« x^;vs. 

e>fj:^^cfc DMt^n^ 1 m&.±xmm-^nx^^x%^\^^^mmm^ximmm^ 

$n;^x5^;us>0t#^f&n§o - 

25 m-r^smmm. ^mm^thx^mm^(D^^m'rmi(D5MMm. m^m? 

^^m^BAmm. Mimm^tvxmn^^'^<D^^m'r^ 5 M.m&H)mif^n^o 
T^^ns. m^-^nx\,^x^^\^^:^mmmmxmm-^nrcci-c4r 
)v=¥JiM(Dmmiivx}t. m^^tr^ (i) (lo) T?^$ns»5&t#tfe> 
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^ (1) 




(1) 



Vi,) ; 



(^4'. R'" «7KmM^xt*^^;ws^^i-^ R'' t^ci-c4T;v=^;i/S*s 



(^pf. R'" fA;ic^M^x«^5^;w»?£i^i-> R" «ci-c4t;wp»^^ 

20 ^TViT«b<fcVio) ; 



^ (2) 



10 




15 ^ (3) 




X 



^ (4) 
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^ (5) 



• — CH2— Cc^O (5) 
^ (6) 




^ (7) 

•— CHa—C^O (7) 

(^4^, R'^ itc 1 - c 4rj\^^)m^mv. p«o~7<z)Mic<£^'r. 

pj&t2jJ^±<DM^T?^;g,;®'^(C«#>ir(DR'^ fSI^-T TV^T'fe.i: 
^ (8) 
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^ (9) 

O 



^ (A) IC^^ViTR' j5>>'C3-C7T;W'ir::i;VS. C 2 - C 7 T;l/nc^^v'T;i/^ 
C2-C7T)V^JV^:tr)V^)Vm. C4-C 7T;W3:^^v'T;1/3:^->T 

15 ■ )V^)VMx\ttc 4-C7 y)v^)V^-:^r)V'3^iy7}V^}vm'^^^=^r^^r^J- 

}imxmm^nr:i c i - c 2 t;i/=¥;i/S. s^ss^a j; 0 ietsns 1 @j*a±^« 
20 m^nx\f>x^^^^yai:=.jv:t^zymxm^-^tiftc 1 - c 2 T;i/=^;i/^xt^® 
ms#A J: DMt^ns 1 msK±xmm-^tix\^>x^^\^>y x.:::.)mxmm-^nrc 
. c 2 - c 3 T;i/n^>'T;i'^;i'«-t^^5"T^^Ty-;wi::^tj 

rc i-C4t;i/^;1/», c 1 -C4adt;1/^;ps. ci-c4t;1/ 

25 3^->S> Cl-C4T)V^)V^^&> ci-C4;\urjvu^>'m. 



5 Vi,) ; 
^ (1 0) 




10 
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^ (A) \Z^^^TR'f)^^ (B) 



O 




ci-c4t;w4^;v», c i -c4adt;i/^;vs. ci-c4t;1/ 

5 Cl-C4T;W^;V^:t»> C 1 - C 4ADT;Vn^^>/S. nhD^. 

10 vi>'x:r;us, mmmmAj;:r)mun^imsK±xmm-^nx\^^x%^\^^^>z^ 

(A) (dcfeViTR* (1) 



l^^. R'" ^TK^M^X^p^^^Jl'S&^b, R^' U/\U^>m^. C1-C4 



15 




20 Vi,3 



T^^n^s. ^ (2) 
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T^^n^s, ^rc\t.^ (3) 



^ (A) lC:feViTR' jO^^ (4) 



x^-^n^m. ^ (5) 



CH2-<^0 (5) 

T^$n§», jS: (6) 



5 
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T^^tl^*. (7) 



■CH^-K^O (7) 




R'' uci-c4r;v^)m^mv. pf*o~7®M^^^-ro j^^fe. 
x^-^n^m. s: (8) 



• CHs 

10 T^$tl§S> ^ (9) 

_CH.^^<"'^ (9) 

T^$n§S> ^rz.\t.^ (10) 

•— CH2 (TA"'^'^ (10) 

15 O 



20 i^(c:^^B^{b'&%<Di^it^(C-:3ViTm0^T^o 

R' 5&tc 1 -C 7T;i/i^;l/Sx C 3 - C 7 T;i/'Jr::i;V^, C 3 - C 7 T;!/^:::;^ 

c2-c7T;i'n=^$xT;u^;i'«, c 2 - c 7 t;1/^;I/5^:*-t;v:^;ps, c 
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4 - C 7 r)Va^zy7)Vu^iyr)V^)VM. C 4 - C 7 7)V^)V9-:t7)Vn=^zy 

7)V=¥)vm. nx v^T J; :7 x-;i/S. tiT v^T J; :7 xn;i/) 

^;i/»x« («ii$nTViTfeJ:;i/^:7x-;i/) c 2 -c 3 y;i/3^->T;wvs 
5 ■v$>^it^^ (ic (A-i) T^^n-s^b-a-tf) (I) T^$n^5 

-^DD-i, 2. 4— 5^y>^Ty-;Hb-&%i3S: (i i) T5^$n§T;i/n- 



(O (") (A-l) 

(^^iff, R'-' ttc 1 -c7t;1'^;ws. c 3 - c 7 T;u^n;i/». C3-C7 
10 t;1/^::i;ps. c 2-c 7T;i/n^re/T;i/^;ps, c2-C7Tjv^}V9-^7)V 
C4-C 7T;wn:^^>'T;i/a^'>T;v4^;v». C4-C7rjv=^)v^:t 
t;v3:^->t;v^;vs. sii$nTViT%>J:Vi:7x::i;vs. (si^i^nTViTfeJ: 
vi:7x— c 1 - c 2 t;i/=^;i/». (fili$nTViT«bJ;Vi:7x:n;i/5e-:^^-» c 

l-C2T;WP»Xti («m$nTViTfeJ;Vi>'xn;i') C2-C3T;i/n^ 
^^SiCfflVi&n§SS^JCDSJ*> ^ (I) T^$nS5-;^na- 1, 2, 4- 

25 5^ri?T\/-;Wt;-&#n^;vjc^UT, ^ (i i) 7?^$tiST;wn«-;i/<t:'ei4l& 
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mKJ!t><DRmm.m\m'^- 2 o ~ s o x:<Dmm^ ^mmm^tmi^ 0 . 5-24 

§2^^0J'ffc'&#jSrmillt-§lli::d^'t?#S. ^ilbfc^ (A-1) T^$n^2^^ 

5^/^^ (b) T^^n^^T^^fb^^^ (a- 2) 
-tf^^n^-fb^w n.mx\t^ (i 1 1) T^$n5^T>?TV'-;wts^i^i:m 

o 

R^CHaS.,^ ^R^CHaS.,^ ^ 

ll II ► 11 II 

^-S^OR^ ^-S^OR^ 

(m) (IV) 



R^COO 
(r3C0)20 I 

(V) "^''"V— N 



(A-2) 
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;Wb'&#ii^;Hc:^bTjl^i~i. 5^;KDf!l'&Ta5§, 

mmmi^^ffo^t\z^^^ (iv) -e^$n^x;i/5j^^->Hb'a-i^&mii'rs 

^ih-fy^ii^'^^o ^mvTc^ (IV) T^^n^x;i'3j^^'>bMb'&#ft*> ^^n-rh 

10 (^¥X@) 

m¥x@t*ic (IV) T^i^n^x;w3i^^>'Hb'&i^t^ (v) -^^^ns®? 

K;^i^^cffl^^e>n^ft^5^JcDS^t^ (iv) '^^'^n^:^ji^^->]^^h^mi'e)v 
20 ;i(Di»'a-(DhU:7;v:tDi^mM7K#f©M«^ (iv) •r^$nsx;i/Jh^re/H<b 

1 ^;i/lC*f LT 0 . 0 1 ~ 5 ^:;KDfiJ'&Ta&^o 
MM^SOO^jSMS^aa 0 ~ 1 5 0 "C^lgfflT?^ D . RiiSNprata^ 1 ~ 7 2 

ff^^tiz^y). ^ (A- 2) x'^-^n^^^m^t^m^^m-r^zit-fy^x-^^o 
mrnvfc^ (A- 2) T5^$n^*%B>B{t:'&i^«, >z>m\zjt^i:^x^ti'rhif'^y 
nmm^(Dmmz^y)-^B\zmm'r^;it^x^^o 

^ (l) X^-^tl^^\:'^m\tm^\tChem. Ber. 90, 892 (195 
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H5C2 CH3 C2H5 
(xvii) (xviii) 



(xix) (xx) 

^ (i) ~^ (xx) (CcfeV>TR' 

:/atf;ps, :/^}vm. sec->^^;w 

ter t-Zf^)Vm. 

^ xh^v'pt^;!/*. :/n5j^=^£^p^5=-;i/», v:/n7}?c^->p<. 

10 t e r t -:/h^->^5^;P*x 

x^;i/5^:t;^5^;i/». yntf;v^:t^5^;i/^> -ryyptf 

15 yxx;v», 

2- hUy;i'^n;*^;i/:7xx;i/«, 3 - h U >';i/^n;>^5^;i/yxx;i/Sx 4- 
b^->yxx;v^. 3-p< h^v'yxx;!/*, 4-p< h^v^^xx;^^^ 
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JVM. 

2 - b U y)V:tU^ h^iyy3^=-)V&. 3 - h U :7;i/:tD^ h^i^y:^=^)VM^ 
4-hV yJV^n^ h^zyyx.::^)^^. 

2->'Ty7x::i;W»> 3 -v'T/ :7x:n;i'^. 4 - v'Ty :7xn;v«. 

2 ->';V:*-a:7x:n;i'S, a -:7;i/:^D:7xn;i/S. 4-y)]/:tuyx.=i)im. 

3, 4->?7;U:tn>'x:=i;v«, 3, 5 -i^>';i/:tD:7xn;i/^. 2, 6-iPy 

jv^tny aL:=.)VM> 2, 4 ->?:7;v:tP:7x:n;i/a. 
10 2-i7Da:7xn;i/S, 3 -^DD:7x:n;ws, 4-:J7anr7x:n;i/«, 3. 4 

-^^Da7xr:;vS> 3, 5-e?^pn:7xr:;i/S, 2, 6 ->^5'ap>'x::i 
2, 4->^^Dn>'xn;i/», 

2-:;^D^7xn;i/». 3 -:/n^:7xzi;v*. 4-:/D^>'xn;i/S, 3, 4 

->?:;^o^:7xn;v». 3, 5 ->^::^D^r7x:n;i/S. 2. 6 ->^r^n^:>'xn 
15 2, 4-e^:/n^:7x— 

2->t^;i/^>>^;i/*^ 3-^^;v^>>^;i/*. 4-^^)V^>i^JiM. 

2-h0y)V:tti^^)V^>z^}Vm. S-hVy)V:ta:^'^JV^>z^)VM. 4- 
h U y)V:tU:A'^)V^>z^)VM. 

20 2 - ^ h^i>^>i^;i/S> 3 - ^ h^~>^>>^;i/». 4 - ^ h^->^>$^;i/»> 
2-^5^;v^^'^>>^;v». 3-7^5^;^5^:t^>i^;^s^ 4-p^5^;i/5^:t^>i^ 

25 2 -=Lhti^>i^)V^. 3-::nhD^>>^;i/S> 4 -n h D^>>?;VS. 
2_,>7^//s^>$?;i.^, 3-zyr/^>z^)V&. 4->'7y^>-J)VM. 
2-y)V:i'tl^>^^}Vms 3 -y)V^U^>Z?)Vm. 4-y)V:tU^>z^)VM. 
3, 4-i^y}V^ti^>i^JVm. 3, 5-z^y)V:tU^>z^JVm. 2, 6->?>' 

2, 4-i^yjVtU^yz^)VMs 
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2--^UU^>P)VM. 3-^tlU^>i^jVm. 4-i5^DD^>>^;WS. 3, 4 

2, 4-z^^tiu^y-j)vm. 
2-':fu^^>z^)vm. 3-:fu^^>i^)vm. 4-yn^^>e^;i/S. 3, 4 

1- (:73i-;v) x5^;i/m. 

1- (2-p<5^;w>'xn;i/) x^;i/Ss i- (3-pt5^;i/:7ac3i;i/) x^;i/». 
1- (4-^5=';w:7xx;i/) x5^;i/«. 
10 1- (2- bU:7;i/:tD;>^^;i/:7xx;i/) x^;v^. i- (3- hU:7;v:tP;^ 
5^;v:7xx;v) jl^jvm. 1- (4- hU:7;i/:^-npt^;v:7xx;v) x^;i/S> 
1- h^->:7xx;i/) X5^;i/^. i- (3 h^v^^'xx;^ x5^;i/ 

m> 1- (4-pt h^->:7xx;i/) x^;p«. 

i_ (2-pt9^;V9^^7xx;i/) x^;!/*. i- (3 -^5^;V'5^:r:7xx;i/) x 
15 1- (4-pt5^;w^:tr'xx;v) x^;v«. 

1- (2- hU7;i/:tO^ h^i/^'xx;!/) X5^;V*. 1- (3- hu 

b^>':7xx;i') x.^)VM. 1- (4- hU:7;i/:e-pp^ h^'>:7xx;i/) x5^ 

1- (2-xbn>'xx;w) jL^jm. 1- (3-xhD:7xx;v) xa^;i/», 
20 1- (4-xhu>^xx;u) x^;V'S. 

1- >'xx;i/) x5^;i/S> 1- (s-s^T/^'xxjV) jL^jm. 

1- (4-5^Ty:7xx;i') x5^;vs> 

1- (2-:7;i/:fD:7xx;i/) x9^;i/», i- (3 -:7;v:^d:7xx;1/) x^;v 

1- (4-7;l':tD:7xX;W X^;i/S> l- (3, 4->^>^;P:tD7xX 

25 x5";vs. 1- (3, 5-z^y)V:tuyx.:=-)V) x^;i/»> i- (2, 6- 
-^y )V^uy x5^;vs. i- (2, 4-i^7;u:rp'7xx;v) x5^;vs. 
1- (2-^np:7xx;i/) x5^;i/». i- {3 - ^ uuy x.=-}V) JL=^)vm. 
1- (4-i^DD:7xx;i/) X5^;i/S> l- (3, 4->^i^na>'x:r;i/) x^ 
)m. 1- (3, 5— :^^Dn:7xx;i') x5^;i/«. i- (2, 6-i^^pa:7 
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xn;v) x5^;i/^, i- (2. 4-e^^aD:7xn;i/) x^^;!/*. 

1- (2-^u^yx.=i)V) x5=-;vs, 1- (3-::^D^:7xx;i/) :sL^)vm> 
i_ (4->^o^:7xxji/) x^;i/»^ 1- (3, 4-e^>^n^:7xx;v) x^ 

1- (3. 5--J:fU^yx.::^)V) JL^)Vm. l- (2, 6->?>^P^:7 

5 xx;v) x5^;i/». 1- (2. 4-v^:/n^>'xx;W x5^;i'*. 

2- (:7xx;v) x5^;vs. 

2- (2-^5^;i/:7xx;v) x^;v»> 2- (3 ->^^;i/7xx;i/) X5^;i/S. 
2- (4-^5^;i'>'xxji/) x^;i/S. 

2- (2- hu:7;^:tn^5^;i/:7xx;i/) x^^;!/^. 2- (3 - h U :7;i/:*-n^ 
10 ^)Vy3L=L)V) x^;vs. 2- (4- bu:7;i/:tD>^5^;i/7xx;i/) x9^;i/S, 
2- (2-^ h=^$^:7xx;i/) x^;v». 2- (3-pt b=^^->'7xx;i/) x^;i/ 

2- (4-p^ h^>':7x:r;i/) X5^;v». 
2- (2-p^^;i'5^:t:7xx;0 x^;i/». 2- (3-;?^5^;i/5^:r:7xx;i/) x 
2- (4-^5^;i/9^:^:7xx;v) x^^;^^^ 

15 2- (2-bU:7;i/:tD>^h^v^r7xX;l/) X5^;l/S. 2- (3-hU7;l':tn 

h^v':7xx;i/) x5^;ws. 2- (4- h U >';P^op^ h^v-^^xx;!/) x9^ 

2- (2-xhor'xx;i/) x5^;i/^> 2- (3 -xhp:7xx;v) x^;v». 
2- (4-xhn:7xx;P) :r.^)V^. 
20 2 - (2 -'>Ty >'xx;i') x^;u», 2- (3 -v-T/r^xx;!/) x5^;v«. 
2- (4-->T/:7xx;i/) x5^;i/S, 

2- (2-:7;v:rn:7xx;i/) x5';v«, 2- i3-y)l:tuyx.:=-)V) 

2- (4-:7;i/:to-7xx;p) x-^jVMs 2- (3, 4-5^:7;i/:tn:7xx 
ji^jim. 2- (3. 5->':7;i/:^n:7xx;i/) x^;i/S. 2- (2, 6- 
25 i^>';V:tn:7xx;)/) x^;us. 2- (2, 4-i^:7;i.:tn:7xx;v) x5^;i/«. 
2- (2 -i7nn:7xx;i/) x^;vs. 2- (3 -i^pn ^xx;)/) x5^;i/S. 
2- (4-^pp:7xx;I/) x^;i/S, 2- (3. 4->?iJ?pp:7xx;1/) x^ 
;v»> 2- (3. 5-i^i7PPr7xx;v) x^;i/». 2- (2, 6->^^7pp:7 
xx;v) x.^jv&. 2- (2, 4->^i7PP:7xx;i') x5=-;i/S. 
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2- (2-::/n^::73i:n;i/) x5^;u^. 2- (3 -:/D^:>'xn;i/) X5^;i/S> 
2- (4--:/n^>'ain;i/) x^;w». 2- (3, 4->^:/n^:7xx;i/) 

2- (3, 5-5^:/D^::7xx;w) x^;i/». 2- (2. 6->^::^n^:7 
xx;u) X5^;v^. 2- (2, 4-5^ya^>'xx;0 x^;i/». 
5 :7xx;i/:f^v'p^9^;i/S. i- (:7xx;v?r^-» x^;v«. 2- (:7xx;i/:^ 

( 2 - ;<^;v:7xx;i/) :t^'>p^^;i/*^ ( 3 -^^;w:7xx;w :t^>'^5";v», 
(4-p^5^;v>'xx;i/) rt^s/^^';!/*^ 

(2-bU:7;i/:tn^^;v>'xx;i/) (3-bu:7;v:tn^^;i/ 

(^2-^ h;^-'>:7xX;V) (3-^ h^ri^^'xx;!/) :t^>'^^ 

(2-;*^;W^:^7xx;i/) :r^>'^^;i/«. (3-p^5^;i'^:t7xXJW) :t4^>' 

15 (2-hU:7;i/:tn;*h^->:7xx;i/) ::r^->p^5^;vs, (3-hU:7;v:tnp^ h 
^v'^'xx;!/) :t^->^5^;i/S> (4- bu >';v:^n^b4^->:7xx;i/) ^=^>^^ 

( 2 - X h n :7 xx;i/) :t^>'p< ( 3 - x b n :7 xx;W :t^>^^^)vm^ 
(4-xhD:7xx;0 ::r:^^->^^;v«. 

(4-->Ty:7xx;i/) 

(4-:7;v:rn:7xx;v) :t=^>'p^^;i/»> (3, 4-e^:7;i/:tD:7xx;i/) 

:t^>';<^;i/«, (3. 5->^:7;l/:tn:7xx;V) (2, 6->? 

25 >';i/:tn:7xx;i/) :t^->p^5^;i/S> (2, 4-i^:7;v:tn>'xx;i/) 

( 2 - n D :7xx;v) ( 3 - a n :7xx;v) :t=^>'^5^;v*^ 

(4-ii7PP^xX;V) (3, 4—>^i^D0 7xx;l/) 

9-)vm. (3, 5--:^i^Dn7xx;i/) :t^i/^^;i<'»> (2, Q-z^^UUyx. 
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(4-:/p^:7xn;i/) :t^z^^^}vm. (3, 4->*:^DqE:7xzi;i/) :t^->p< 
^)vm. (3, S-i^^^n^r^'xn;!/) :t4^$/p^5^;i/«, (2, 6--J^u^yx. 
5 n;W (2, 4->^:/D^:7x:n;i/) 

(2 - p<.^;i/^>>^;v) 5r^->^5^;w». (3 - ^^;i''^>>^;W:^=^^v'p^5^;^S. 

(2 - h u :7;i/::rp>^5^;i/;^>>';W (3 - b u y}V:i-u^^jv 

15 (2 - h u yMa:^ h^^i^^yi^v) (3 - h u yjv^tti}^ h 

^zy^yi^M :i-^yy^^JVM. (4- hv y)V^ti:< h^y^>z^)i) :t^y^ 

20 (2-5>T/^>i^;i/):^4^>^^5=-;vs> (3-'>Ty^>e^;i/):t^>^^^;v». 

i4-y)V:tti^>z^)V) :t^^>'^^;i'». (3, 4->^:7;i/:tD^>i^;w 
:t-^>'7^^;i'*^ (3, 5-z^y)i'^u^>i^)V) =^-^->p^5^;p», (2, e-e? 

( 2 - ^7 D D^>>?;i/) ( 3 - ^7 D a^>>?;i/) :f ^->>^^;i/S. 

(4-^nn'^>>?;V/) :t^^^v'p^5';i'». (3, 4-z^^au^>i^)l) -t^zy;/^ 
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(3, 5->?>^n^:^>>^;i.) (2, 6-i^:7'o^^> 

: tp^ Mf^>;^7(Laodelphax striatellus), V}f.^u^> 
;^7(Nilaparvata lugens), 'ki^D'^>;^ (Sogatella furcifera)#<D'>>;)!7^. 
^>*Ti^D a a (Nephotettix cincticeps). ^ ^ 7 5 F U t: ^ 3 n /t^ 
(Empoasca onukii)^(03n/t-ri^, '7^T:/^A$^(Aphis gossypii), ^r^T 
15 ;<7r:/^A>^(Myzus persicae)^©^:/^^^^!^. :f >>^yr3^5^ 

(Trial eurodes vaporarlorum). (Bemisia tabacl). S^;!/ 

A— U — :7 3:^>?^$ (Bemisia argenti fol iD^OnrhS^^^^, ^^:ff^J^>^ 

mmm^A::r,:fy^^:ff(Chno suppressalis) > nyy^-r?!f 
20 (Cnaphalocrocis medinalis) . 3 — P tf T > n — > si? — ^ — (Ostrinia 
nubilalis)^ S^A^y h;^^ (Parapediasia teterTellE)^(D;<^ AX^>a 
h^CSpodoptera litura). v-P-f^^^S^S h"^ (Spodoptera exigua). T"73 
h^XPseudaletia separata). 3 h 'i^;^f (Mamestra brassicae). 
(Agrotis ipsilon). h U 3:/;i/>^TM(Trichoplusia spp.)> ^V:t'7^^y(.m 
25 (Heliothis spp.), n^;i/A°M(Helicoverpa spp.). XTU T7.M(Earias 
spp.)#©ir;^^. ^:>vP5^3»Jr(Pieris rapae crucivora)^(D>/P5=-a <j7^, 
g >d'3;^j;^^>A-^:^(Adoxophyes orana fasciata), ^ ii > 
(Grapholita molesta). n H U ^^^^X (Cydla pomonella)^©A'T^:j5f|^. 
^>^>^-r ((Carposina iiiponensis)^(Z)>'>i^'r :^*^> 'e'e/\^^U 



wo 2004/033452 




:T/JP2003/012831 



28 



(Lyonetia clerkeUa) ^ (D ^ \£ =^ > ^ > ^i^ V :^ (Phyllonorycter 

ringoniella)^OD!jxy:^/iS, S:!!J>A^^U (Phyllocnistis citrella)^(^n 
A^^U^m. 3^:^f(Plutela xylostella)^a)X:^f^^ Idy^-^—AU—A 
(Pectinophora gossypiella)#(D^A:^f^. bhU:^f^, hDXn:^?^^ 

5 55lMa#^l : T;*f-rx:j!j (Culex pipiens pal lens) ^ ui^^T-^J-^ 

(Culex tritaeniorhynchus), :!!.^;/:$'^'<x:*r (Culex quinquefasciatus) ^(D 
-iJL-fym.. (Aedes aegypti). (Aedes albopictus) ^<7)X— t^XM, (Anopheles 
sinensis) ^©T/:7xl/XM^ rLX'J:tf^> -fx;tX (Musca domes tica)> 
:t-fXA*X (Musclnastabulans) ^®-rx/\'xm> ^unxM. X^^/tX^. t 

10 ;>^-fX7tX|^. (Delia platura), ^-^^^AX (Delia antiqua) 

ISMS^^ : 'J'XX^ — h y — A (Diabrotica virgifera 
virgifera), +Mf >;i/— h7— A (Diabrotica undecimpunctata howardi) 
15 ^<5D3 — hy— AM. H't7:«;:^::f-f r^-r (Anomala cuprea). 

(Anomala rufocuprea) A -f Xt^ >r — t:';i/ (Si tophi lus 

zeamais). -1'^5Xl/'^A>' (Lissorhoptrus oryzophilus). TX^V'O J^^y 
(Callosobruchuys chienensis) moV'OJU-ym. ^Y'fnrn;?^/ rf^ Av-^-^ 
i/ (Tenebrlo molitor). n^:5?Xb^H^ (Tribolium castaneum) ^(Dd'^A 
20 -y^'^i^M^ ^^Hn^^^AS/ (Oulema oryzae). '^UAAv' (Aulacophora 
femoralis). ^Xi^/^AA>^ (Phyllotreta striolata), nn^HAAv' 
(Leptinotarsadecemlineata) ^©AAi^M, >^;t>A>'M. x>^jLll7ir5tJ>^7^ 
>hr> (Epilachnavigintioctopunctata) ^©Xt!^^:^^. fc9^^i7-<A>' 
i-l^-^y^-iM^-ym. *^^UA'>m. T:rATU:^i5'A^:^Ji^>' (Paederus 
25 fuscipes) ^ ; 

Tif^'i^Vg^ii : ^±^=t^-r nT1f5'^7*7(Thrips palmi)^CDX U 
^:^7>'4^'f nT1fa'>'7(Frankliniella occidental is)^©r7 ^ >^ U 
nX7M> ^^^yj^-r nTif$'^7'T(Sclltothrips dorsal is) ^©>^;i/ hX U 
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mmo^mm^Wimvi^nu> :^mm'^m^mno. 0 1 - 9 5 sm^-^wf 

15 So 

mm±. ^>b±-rh. yn^^^v-. mtte±#)> ^m^7i!^mit'^m> ^jv 

;k 2->^dav-;k x^i/>ifU3-;v#). ^h>m (T-fehx p^^;px 
(x5^l^>^U 3 5^;1/x-7^;k y y n t!;i/x— 7^;k 1. 
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10 r)v^>m^)> ^j^=->mmi^. ^^yi^m^^^^ (3i?uex;wT;vn-;K ^ 
utfx;vtfau #UT^u;i^mi^^). PAP (mffio^^'1'y >^ntf;v). 

BHT (2. e-i^- t e r t 4 - ^5^;i'-7aiy-;U). BHA (2- 

t e r t-y5^;i/-4-^ h^>':7a:y-;i/^:3- t e r t 4 -p^ h 

i^m(Dm±m±m. ^-xmn. ^-^^^mn. }d-^^yy:t^ )v^(Dm&m^\ 

20 

^(OmmmU. l O O O m^^fc D <D:*:^^{b^#K^«^a^ 0. 1-10000 

n*>f'ir;i'^J^lcMm$nxv^^J©^», 2^^0m-a-WS3^>^^®S i o~i o 
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^0. 0 0 1-1 0 omgTfeo, ^m\zmmr^t^\t.mm^mim'$>rcy)<D 

0 . 001~10mgT^So 
^U:^mmit'^^mMffiM'M O. 01~100000ppmifcC^J;'5 tC7jcTI& 

15 ffiVi^::i:«bT#So 

iro;vtfU5^X, i^n;Hf U3^X;^5^;K T-b:7a:-h. p^5^a^5^:t>> >^X;1/ 

DDVP. x;U"/D3isX, :/n:7xy3}^x. e/T/^j^x, 5^:r^it^> 

5^;U^^hU>, i^^D^^DT.U^^ r->';WN*U^--h. y)vyv')^--v. 
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t;>'x>xu>. Ti57U^xu>x b^D^xu>. zy^y)V^yx.>. /\)vy 

. ^u)Vy)V7Xu>. "ryJi^yXuy. y)vy3iy^7.ny. )Vyx.:=-=LU 
5 >^(D^>V^)vyx.::^)V^UTmh'^'^^ ^zTyx-^z^Y. AD:7xy>^H. 

uy :cz^ym(D=f-r^^r^^ymm^. %y\/^v^. ^^-^-yifyj^^ ^>x;i/^^y 

(^na:7x:i;v) -2, 2, 2- bU:i7nDXi$'y-;i/^<z)it^'fb^'fb7jc^>fb 
yjLyzr^y^^y:^^^}^. ^^-y'^y^/^T^. xb^W-;K ^xiy:x.>'r 

15 e^>. t!Ui5^^>. tfUi5^U;K :7x>t!n^>'pt-b. 5^:/:7x>t!^H^ tf 

U^>^>'x>. :7x:?-if=^^>. y^L^jy)\y. if:7xrt*-h. :7;i'Ti7U tfu 
A. 7.bfP-:^i^n7x>. 7.\Lu^-yy:^y. 5;i/^p^^5^>. T'^x;vp^i^^ 

20 

. 2f:^BJtt::ne>OMlC|JBS$tlS%><^TJ^}^Vi„ Mit^J'^'^ 'H-NMR 

(^r)^^— ^ti, M^^7DD3^:;I/A4'^ 5=" h ^^^^'l'^^^ >=&l^^*^^'i^ ^^^^^^ 

N. N->^^^;p3i^;vAT^ H2 gic5-i57nn-3- (4 -p^^;u^>i^;v) 

2, 4-5^T-:^Ty-;i/0. 2 5 7 gSLt;?2, 2 - v^^^^^l^- 1 , 3 



10 
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->-3- (4-^^;l/^>>^;i/) 2. 4:-9-rz^7V-)V0. 27g 

5- (2. 2-5?^5^;l/- 1, 3-i^^^V7>-4— r;W h^^'>-3- (4 



■I II 





o'^I—I 



H3C CH3 



•H-NMR:7. 29 (d, 2H) 7. 11 (d, 2H) 4. 54-4. 4 
4 (m, 3H) 4. 3 7 (d, 2H) 4. 15-4. 11 (m, IH) 3. 
8 3 - 3. 8 0 (m, IH) 2. 3 2 (s, 3H) 1. 4 5 (s, 3H) 1. 
3 8 (s, 3H) 

15 mmm2 

N, N - T ^ H 2 g izm^^^Mmm 8 d: D i^jt 5 - ^7 
aD-3- (3, 4->^i5'nD^>>?;l/) 2, 4-^yz^rV—)l<D 

WL^^m3 12mg:S(.XS2, 2->?^5^;V-l. 3 -5^:^^y 4 -^r^^y 
-;V0. 14 5g^^^b, *«;0'C-t?7Km'^fc::^^U':7A (6 0%?Sm 4 8mg 

#e>n}^^?S^s^U5t7'J^';i^:i3^Ai^n'7hi^-7>'^-ic:#bT5- (2. 2-i^ 

p^5^;P-l, 3->»:t^V^>-4 — r;V) ^h4^'>-3- (3. 4->?iJ7nD 
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5- (2, Z-z^:^^-)^-!, 3-i^:t^Vy>~4—(JV)M-^>'-3-(B, 
i^2^BB*r.) 



CI 




H3C CH3 



5 'H-NMR:7. 55 (s. 1 H) 7. 36 (d, 1 H) 7. 26-7. 2 

2 (m, IH) 4. 5 5-4. 4 4 (m, 3H) 4. 3 1 (s, 2H) 4. 

15-4. 09 (m, IH) 3. 84-3. 80 (m. IH) 1. 45 (s, 
3H) 1. 3 8 (s, 3H) 
M3tM3 

-^an- 3 1. 2. 4-^y-JrV-)V3 . 3 4gRa?2, 2 

->^^5^;i/-i, 3-z^^^'j^>-4-^^ y—)V2. 9 0 s^mmv.mox^ 
-VTiam^t^ h^j^A (60 8 8 0 m g ^iip;i. i^fiT 1 mmm,w\^rco 

:t^V9>-4— f;^) ^h^^^v— 3-^^;l'5^:^-l. 2, 4-^T>^TV- 
;i/4. 6 7g^#fco 

5- (2. 2-i^;>^^;i/- 1, 3 -v::r=^V^>-4— f;!/) ^h^>— 3-^ 
20 ^JV'^^t-l, 2, 4-5^T>?TV~;i/ (is^T. 2tc^BJ'fb'a-t>3 ^lE-r.) 




:T/JP2003/012831 



H3C CH3 



'H-NMR:4. 5 7-4. 4 6 (m, 3H) 4. 16-4. 0 9 (m, 1 H) 
3. 85-3. 81 (m. 1 H) 2. 60 (s, 3H) 1. 45 (s, 3H) 
1 . 3 5 ( s , 3 H) 

5 mBm4 

(3-^tiu^>'j)V) ^=e--i, 2, 4-^ri^7'/-}\^(Dm.^ 

#e>nfc?lS^^>U:^?y;W:^^Ai7n'7h^^^:7^-j:i#bX5- (2. 2-v^ 

3-i^:^-^y^>-4— r;V) p^h^>'-3- (3-^PP'^>>' 
;V) ^:r-l, 2, 4— 5^T>^Ty-;H 5 Omg?£#;fe. 
15 5- (2, 2-i?:A^)V-l, 3--J:t^V'y>-4--()V) ^ h4^>^- 3 - (3 
-i^DD^>i^;l/) 5^:^-1. 2, 4-^T>?TV^-;V (isAT. :^^m<t^^4 



CI 




H3C CH3 

'H-NMR:7. 42 (s, 1 H) 7. 31-7. 22 (m, 2H) 4. 5 
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4-4. 45 (m. 3H) 4. 3 5 (s, 2H) 4. 16-4. 11 (m, 
IH) 3. 85-3. 81 (m, 1 H) 1. 45 (s, 3H) 1. 38 (s, 

3H) 



/7PD-3- i2-^au^>-J}V) ^^-1, 2, 4-5^T5^T\/-;K^m^ 
^i^a 0 0mg]5:rJC2, 2--J^^)V-l, 3 ->^:t^y 4 -^iS'/-;!/ 
15 7mg^^^b. 7Km^hi-h^J^A (6 0%?att) 5 2mg ^JP;^^^-^ 2 

nfe^S^v'U:j5j^';V;^J^Ai^P*=rhi^^>''f — IC^UTS- (2, 2-5^^^ 
;i/-l. 3-i^:^^V^>-4— f;i') p^h^e/-3- i2-^UU^>z^)\^) 
^^-1, 2., 4-5^T>^TV^-;H 4 Omg?£#^o 

5- (2. 2->^pt5^;i'- 1, 3-S^:t=^^V7>-4— ^h=¥'>-3- (2 



•H-NMR: 7. 5 6 (m, IH) 7. 3 7 (m, IH) 7. 2 0 (m, 2 
H) 4. 5 6 -4. 4 5 (m, 5 H) 4. 1 5 - 4. 1 1 (m, 1 H) 3. 
84-3. 8 0 (m, 1 H) 1. 45 (s, 3H) 1. 38 (s, 3H) 



N. N->'^^;i'3^^;VAT^ H2mncmiB##®3t^J4tJ;0l^5tUfe5- 
^DD-3- i4-^h^i^^>i^M ^^-1, 2, 4-^Ti^7V-)V20 
0mgjfe.t)^^2, 2-i^^5^;i/- 1, 3-z^:t^V^>-4-^d^J-JVl 5 3m 



i4W!l5 




H3C CH3 
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5 - (2. 2->^^5^;i/-l. 3-v?:^^y^>-4— ^h^>'-3- (4 
h:3ti^>^>5;;V) 1. 2, 4 -5^T>^T V^—;V2 0 Omg <£#:fco 

5- (2. 2--:^p<^;i/-l, 3--J-^^V'7>-4-^)V) ^h^->-3- (4 

6 iiia-Tc) 



10 




'H-NMR:7. 33 (d. 2 H) 6. 84 (d. 2H) 4. 54-4. 4 
6 (m, 3H) 4. 3 6 (s. 2 H) 4. 15-4. 13 (m, 1 H) 3. 
8 4-3. 7 9 (m. 4H) 1. 45(s. 3H) 1. 38(s, 3H) 

15 N, N->'p^5^;V3fc;i/AT5 F3mnc^tB##^BM3tCj;0Miib}^5- 
^DD-3- (4-57DD^>i^;W) ^:t-l. 2, 4 -5^T>'Ty-;K^ffi^ 
^i^4 1 6mg3Stt;f2, 2 -v^^^^;^- 1 , 3 -z^^^V 4 ~ y 

1 9 8mg?£^j^b> m0X:-V7i(.mit'^hV^A (6 0%tfttt) 7 2mg^iD;^. 

i^^aT^iBt^m^L'feo ^(DWi. ^mm-^m^ma-BsMmzmav. t e r t 
mvT^^nrcm&^-^vtiy)V:^^j^^ti'^h^^y-f—izHvx5- (2, 

2_5?;^5^;^- 1, 3-z^:t^V'^>-4 — ( )V) p<h^>'-3- (4-^OD 

^>i^JV) ^^-1, 2. 4-5^T>^TV-;l/4 6 Omg&^/bo 

5- (2, 2->?p^5^;i^- 1, .3->?:^^V^>-4--<;U) ^ h^ri/-3- (4 
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CI 




'H-NMR:7. 36 (d, 2H) 7. 27 (d, 2H) 4. 55-4. 4 
5 4 (m, 2H) 4. 3 5 (s. 2 H) 4. 17-4. 10 (m, 1 H) 3. 
84-3. 81 (s, IH) 1. 47 (s, 3H) 1. 38 (s. 3H) 

mmms 

N. N-i?^5^;U3i^;VAT^ F 5m 1 lcmSB##^3tM 2 J; DM5tUfc 5 - 
10 1, 3-z^:t^'J^>-4-)<^y'-)V2 2 2mg^^^i?b.*?lO'C 

XT^m^hi- h u (60 xmm s 4mg s;j)n;i;^c^> ^?s.T^ 1 ^rHm^b 

i^^J:^^M^A^Vi'^h^'7y-C—izHVX5- (2, 2-iP^=^)V-l, 3 
15 ->':t-^y^>-4— r;i/) p<h^>'-3-^>i?;i/^:t-l. 2, 4-^Ti? 
TV— ;W3 7 Omg^#feo 

5- (2. 2->?^^;i'-l, 3->^:^^V^>-4— 3-^ 

>>?;v^:r-i, 2, 4-^T5^Ty-;i/ (OT. ^^^isfb-g-i^s^^-r,) 



N 

''-s-^o^^l 1 

H3C CH3 
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m 
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'H-NMR:7. 42 (d, 2H) 7. 34-7. 24 (m, 3 H) 4. 5 
5-4. 4 3 (m. 3H) 4. 40 (s. 2H) 4. 15-4. 12 (m, 
IH) 3. 84-3. 81 (m, IH) 1. 45 (s. 3H) 1. 35 (s. 
3H) 

5 mmm9 

N, N-i^^5^;v*;i'AT^H4gjcmia##MitMi o\zj^y)^mvrc5- 

?;uu-Z-r^))V=f-:i—l, 2, 4-9^Te^Ty-;V'3 8 6mgRr)?2. 2- 
>?^^;i/-l, 3-v:r^y^>-4-;*i5'/-;V2 7 7mg^^j^U. ^J^T 
TK^-fb^ h U "^/A (60 8 8 mg SJn;lfco ^tK^^T^Z? 1 m^m.W^ti 

10 i^)iSS'&^Srl^:ftife7KJC^iJab. t e r t-:/5^;i/p<^;vx— 7=-;VTlSffl 

;|/Jt7^Ai57a"Thif^:7^-lCf*LT5 - (2, 2-S^^^;i/-l. 3-5^:*-^ 

y^>-4-'f;v) ^b^r'>-3-Tu;i/5^^-i, 2. A-^rz^rv-}V^ 

3 0mg&#feo 

15 5- (2, 2-i^:^'^)V-l, 3-z^:t^V^>-4-^)V) >^ h^->- 3 -T 



'H-NMR:5. 9 6 (m, 1 H) 5. 3 2 (d, 1 H) 5. 15 (d, 1 
H) 4. 5 1 (m, 3H) 4. 13 (m, IH) 3. 8 4 (m, 3H) 1. 
20 4 5 (s, 3H) 1. 36(s, 3H) 

^mm 1 0 

N . N - >^ ^ A T 5 F 4 m 1 \zms^^^7^m 7\z^^mmvr^5- 

^nn-3-X5^;W^:t-l. 2, 4-5^T5^TV-;V3 6 2mgS:rK2, 2- 
>?>.5^;i/-l, 3-v^5t-^y^>-4-p^i5'/— ;V2 6 4mg*^<llb, ^0*0 
25 T7K^{b:^- h U "i^A (6 0%«) 8 Smg^iQ^^ |^m"e3 0^iS*^b;^o 
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4 1 Omg<&#;feo 

5- (2, 2-i?pt5^;V-l, 3->?:^-=^V7>-4— r;!/) ^b^->-3-X 

^)v^:i--i, 2. A-^rz^r'J-)v (OT, ^^m-^^ 1 0 ^:|B•ro) 

C2H5S* 



-N 



V 

H3C CH3 

'H-NMR:4. 5 1 (m. 3H) 4. 1 4 (m, 1 H) 3. 8 4 (m, 1 
10 H) 3. 17 (q, 2H) 1. 4 1 (m. 9H) 

m^m 1 1 

N, N->^^^;i/^;^AT5 H2 gtc5-^nn-3-^>>^;^5^^-i, 2, 

u mox^-vy^mit^h^j^j^ (6o%mm 0. 0 45 g^jD;t. ^or-ei 

3-^>5^;l/5^:t-l. 2, 4-5^T>^TV'-;l/0. 17g^#feo 

5_ (3-:7u;v) ptb^'>-3-^>>^;i/^^-i. 2, 4-^rz^r^/-)V 

20 (OT. sfc^^Hfb'&i^ 1 1 tmTo) 



ex. 



II II 
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'H-NMR:7. 5 6 (s. 1 H) 7. 4 2 (m. 3H) 7. 3 0 (m. 3 
H) 6. 50 (s, IH) 5. 37 (s, 2H) 4. 41 (s, 2H) 

mmm 1 2 

N,N-z^>^^)V^)VAr^ H4ml \Z5 X2U- S - ^'^JV^^- 1 , 2. 

ly. mox^T^ymit-rhV^j^ i6 o%m^) o. 0 8 4g^in^. ^o-cto. 

10 >'-3-p^^;i^^:t- 1. 2. 4-5^TS^yv^-;V0. 2 5g&#;feo 

5- (2-:7U;i/) :^V^-^-3-:^^)V'^^-l, 2, 4 -5^Tv^TV'-;KIs^ 
T. 1 2 ^ilB-To) 



'H-NMR:7. 4 7 (m, 1 H) 6 . 5 6 (m, 1 H) 6. 4 0 (m. 1 
15 H) 5. 4 5 (s. 2H) 2. 6 2 (s. 3H) 

wtm 1 3 

]ik^nmtmi2t.nmzvx5- (3-^u;p) p^h^->-3-^5^;i/^:t- 

1. 2, 4-^T>^T\/-;V'3 9 Omg^#;feo 
20 5- {3-y^))V) ;>^h4=^>'-3-P^5^;W^^-l, 2, 4 -^T>^Ty-;K]2A 



'H-NMR:7. 58 (s, 1 H) 7. 43 (d, 1 H) 6. 51 (d, 1 




H3CS 
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H) 5. 38 (s, 2H) 2. 62 (s, 3H) 
^jtMl 4 

5 ^h^z^-S-:^=^JV^:t-l, 2, 4-5^y>?Ty-;i/4 0 6mg§#:feo 
5- (5^h^t:HD-3-:7U;i/) >^ 3 1 , 2. 4-5^ 




'H-NMR:4. 49-4. 36 (m, 2 H) 3. 9 3-3. 6 5 (m, 4H) 
10 2. 84-2. 74 (m. IH) 2. 60(s, 3H) 2. 17-2. 05 
(m, 1 H) 1 . 7 6-1. 6 5 (m, 1 H) 

mmmi 5 

N, N->^^^;i/3iN;i/AT^ H 1 Om 1 JC3-^^;l/^:t- 5-i^DD- 1. 

15 mi'. mox:'V7i(,m<h^hV^j^ ieoxmm 2 0 4mg^in^. mox:'V2 

X.^)V=2 0 : 1). J^ViT^J-giHPLCJCl^bTS- (1, ^--J^t^V^y- 
20 4 — r;^) h4^5/-3-^5^;V5^:t- 1, 2, 4-^T>^TV— ;i/2 5 Omg 

5- (1, 3->?::r^y^>-4 — r;V) ^ h4^v-3-^^;i/5^::t-- 1, 2, 
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'H-NMR:5. 08 (s, IH) 4. 93 (s, IH) 4. 55-4. 4 
5 (m, 3H) 4. 0 6-4. 0 2 (m, 1 H) 3. 8 2-3. 7 8 (m, 
1 H) 2 . 6 0 ( s , 3 H) 

5 mmm i e 

4- 5^Tv^TV— ;i/0. 3 3 4gRtJ?2 -5^::t-:7x>p^i5' / — ;i/2 2 8mg^i§ 
mV. ^O'CTxK^^^^-hU'^A (60%?fttt) 0. 084g&llO^, moXZ-V 

10 ajpb, t e r t -y5^;i/p^5^;l/X— ^;H!}amb:/bo w^B^?t^bT#e>n 
feBSS:5^»J:^!7y;U:!t7^AiJ7D-7h^Jf^:7^— {C#bT. 5- (2-^x::i;i/) 
>^b^rv'-3-p^^;i/5^:t--l. 2, 4-5^T>?T\/— ;P6 6mg<&#;feo 

5- (2-^Xx;W ^ h4^->-3->^^;l/5=-:t- 1, 2 , 4-5^T>^Ty— ;W 
(£^T. ^^BJ^b-^® 1 6 tlB-To) 

H3CS, 



15 



II II 



'H-NMR:7. 3 8 (d, 1 H) 7. 2 5 (d, 1 H) 7. 2 2 (m, 1 
H) 5. 65 is, 2H) 2. 62 (s, 3H) 

mm.m 1 7 

N, n->^^5^;1/7}n;1/AT^ F4m 1 5 -iJ7 an- 3 1 . 2. 
20 4-5^Tv^TV'— ;i/0. 3 3 4 gJttX3 -5^:r:7ai>';>^^/-;i/2 2 8mg^^ 
i^0'Cl?;!Km'fb:^hU'^A (6 0%?Stt) 0. 0 8 4g^JP;l> *«J0'CT 
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'H-NMR:7. 4 3 (m, 1 H) 7 . 3 5 (m. 1 H) 7 . 1 7 (m. 1 
H) 5. 49 (s, 2H) 2. 61 (s. 3H) 

nmm i s 

(1) i5rn7jN;i/A9 Om nc5 - (2, 2->'^^;U-l, 3-v:t=^V^>- 

4— r;W) ^h4^'>-3-^5^;W5":*--l, 2, 4-5^Ti^T^/-;i/4. 67g 
^^^U S8«lOt:T3-i5'nP3i^m#m (iSS6ig7 0%) 3. 92gSi>»'r^ 

iy^J:tiy)Vt!^j^^u'^h^^y'^—\zHhXs 5- (2, 2->'^^;i/-i, 
3->?:t^y9>-4 — r;w) h^->-3-;^i5'>7.;v:7>f 1, 2, 4 

-^^Ti^TV— ;V3. 8 7 g^#:/S:o 

5- (2, 2-5^^5^;^-!, 3-i^:r^y^>-4— r;i') pCh^>/-3-P^ 

o 
II 

" II 

^-J^o^ 1 

H3C CH3 

'H-NMR:4. 6 7-4. 4 9 (m, 3H) 4. 18-4. 14 (m. 1 H) 



15 
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45 

3. 86-3. 32 (m, IH) 2. 30 (s. 3H) 1. 46 (s, 3H) 
1 . 3 9 ( s , 3 H) 

(2) 5- (2, 2-z^:A^)V-l, Z--J-t^V^y-A—(}V) ^ h^v'- 

3-^iS^>x;v:7^n;n, 2, 4-^t>^t\/— ;i/3. 8 7 gici50'CT2. 

5 Q-)V^-J>2. 9 7 g. il7KS^i?l 1. 3 gS.a^>U:7;V:a-n|^mM7Kt/4. 

ACr\n'^hif^y^-iznV. 5- (2. 2 ->?p<^;!/- 1, 3--J:t^V^> 
10 -4— ^h^>'-3- (7t^)U:t^zy;^^JV) ^^-1, 2, 4-^7 
z^7V—)V 0 . 1 8 g ^#feo 

5- (2, 2->^p^^;V-l, 3-i^:t^y^>-4 — TJV) ^ b^'>- 3 - (T 

1 8 trnto) 



H3C CH3 



'H-NMR:5. 7 5 (s, 2H) 4. 5 7-4. 47 (m, 3H) 4. 1 
7-4. 13 (m, IH) 3. 85-3. 82 (m, IH) 2. 11 (s, 
3H) 1. 45 (s, 3H) 1. 39 (s, 3H) 
miiM 1 9 

20 (1) i^D7jN;i/A4mnc5- (2, 2->^^5^;U-l. 3->^:t=^^V^>-4 
— ^ h^>^- 3 -^>5^;U5^:t- 1, 2. 4 -5^T>^T\/-;U3 7 Omg 
^iCj^T^ 3 - ^ P D3i^E#m (MS 70%) 269mg ^iJ^ST^ 

25 m^-BiWi^xm^mwv. mimmi~v^)'^2^x^mvrz.^. mmx^t^o 
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5- (2. 2->?^^;i/-l. 3->^:^^V^>-4-'f p^K^->-3-:7 

5 xn;vx;v:7^:n;i/- 1, 2, 4-'^ri^rV-)V 




iH-NMR:7. 3 3-7. 19 (m. 5 H) 4. 6 6-4. 4 8 (m, 3H) 
4. 42 (d. IH) 4. 34 (d, 1 H) 4. 18-4. 14 (ra, 1 H) 
3. 8 6-3. 8 2 (m. 1 H) 1. 47 (s, 3H) 1. 40 (s, 3H) 
10 (2) 5- (2, 2-S^^^;V-l. 3-i^:t^V^>-4 — ( )V) ^h^i^- 

3-:7xri;i/x;v:7^n;i/- 1. 2, 4-9-yz^rV-)V8 0 sizmox:'Tmm. 
-^hU^yj^lO 0mg.M7jcl^m2m 1 ^rSn^TM-o-b, 1 4mmMmMWi\^f^o 

15 ^M^A^U-^h^'^y^—lzHV. 5- (2, 2->'^^;V-l, 3->^:^ 
2, 4— 5^T>^ri/-;l/2 8mg^#feo 

5- (2. 2->^P^5^;V-l. 3-5^:f=^^V^>-4-'r;i/) ^h^S^-3- (a 

20 'fb'&i^i 9itS-ro) 
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•H-NMR:7. 7 4-7. 7 3 (m, 1 H) 7. 5 3-7. 5 1 (m, 2H) 
7. 4 1 -7. 3 5 (m, 3H) 4. 5 8 - 4. 3 2 (m, 3 H) 4. 2 0 
-4. 0 7 (m. IH) 3. 8 6-3. 7 3 (m. 1 H) 2. 10 (s, 3 
5 H) 1.46(s, 3H) 1. 39(s, 3H) 
MitM2 0 

i7DD-3- (3, 5-i^^UU^>z^)V) ^^-1, 2, 4-5^T>^T\/— ;V 
©m^^%4 6 8mgt2, 2->»^5^;V- 1. 3 ->?:t^rV^>- 4 -^i^y 
10 -;H 9 8mgi:^^^b, CCltcl^O'CTfTTK^^fbrM- U >:7A (6 0 

4 2mg^jp^. 3 o^>r^m*^ufco ^(^m. s^sa-B-^^t- 1 -:/^;i/^^;i/x 
mi^x^xn^ntzm^^ti^j^^w^v^^y^—^z^v^- (2, 2- 

5^;'t^;V-l. 3->?:e-^y^>-4 — OV) pth^i^-3- (3. 5-i^^n 
15 U^y-JM 2, 4-^T>^Ty-JV7 2mg«:#/bo 

5 -(2. 2->?^5^;V-l, 3->?:^^y^>-4— f;i/);<h^v— 3-(3, 
5->?i^Dn^>>?;i.) 5^;^--i, 2, A-=f-r^JrV-)V (^T. ^^^BJ^b-B 
%2 O^ilBTo) 



wo 2004/033452 (HMk ^^T/JP2003/012831 
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•H-NMR:7. 32 (s, 2 H) 7. 24 (s, 1 H) 4. 54-4. 43 
(m, 3 H) 4 . 3 0 ( s . 2 H) 4 . 15-4. 11 (m. 1 H) 3 . 84- 
3. 81 (m. IH) 1. 48 (s, 3H) 1. 41 (s. 3 H) 

5 mmm2i 

N, N-z^^^jv-^AAT 2. V 2 gizmmmmmm 1 2jcj;0M5tb:/b5- 

;KD3 0 0mga:2, 2 ->?p^5^;i/- 1 , 3 -v?:r^y^>- 4-^^57 
;H 2 Tmg.t^^^SIU. ^0*C-r7K5{l'ftS':?-hUe'A (6 0%?fitt) 4 2mgS 
10 HP;^. ^0t:T3 0^r^. ^mT2l^r^Mi^bfeo SiiSM'&iiJt-t-:/ 

2->?p^^;V-l, 3->?:r^V^>-4— r;W ^h^">-3- (3-hU:7 
;V:rD^5^;P^>i^;i/) ^:t-l. 2, 4-^r>^rV— ;V3 7 Omg<&#;^o 
15 5- (2. 2~-J^=^)V-l, 3->':t^V9>-4— f;l/) >^ h^~>-3- (3 

-bU:7;v;fnp<5";i^-^>>?;i') ^?r-i. 2, 4-5^T>^Ty-;v (OT, 

^BJ{b^i^2 1 tlBTo) 



HoC CHa 
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'H-NMR:7. 69 (s. 1 H) 7. 61 (d, 1 H) 7. 50 (d, IH) 
7. 42 (t, IH) 4. 5 5-4. 42 (m, 5H) 4. 15-4. 11 (m, 
IH) 3. 84-3. 81 (m. 1 H) 1. 45 (s, 3H) 1. 38 (s, 3 
H) 

m.Ttm 2 2 

N->?^5^;V5i^;WATa H3 glC5-^PP-3-Xh^>'^^;V5^:t- 

1, 2. 4-9^T>^T\/-;i'3 0 0mgi:2, 2-i?^^;V-l, 3->^:t4^V 
^^_4_P^^y^;H 8 Bmg ^^J^MU. ^ 0 rTTKm^b-^ b U '^7^ (6 0 % 

^bi^^:7^-^C'f>rb. 5- (2. 2-5^^5^;l'-l. 3-5^:t^y^>'-4- 
^h^>'-3-Xh^>-p^5^;W5^:t-l. 2. 4-^T>?T\/-;l/3 3 0 
mg^#:/S:o 

5- (2, 2-i^P^9";V-l, 3->^::r^V^>-4— r;V) P^h^'>-3-X 

fo) 

n II 



H3C CH3 

iH-NMR;5. 39 (s. 2 H) 4. 58-4. 47 (m, 3H) 4. 16- 
4. 11 (m. IH) 3. 8 6- 3. 8 2 (m, IH) 3. 6 8-3. 6 3 (q. 
2H) 1. 45 (s. 3H) 1. 39 (s. 3H) 1. 23 (t. 3H) 

m^m2 3 

N, n--:^^^)V^}VJ>.r^ h* 3 glC5 -t^nP- 3 -^>'z^)V:t^->;^^)V 
^^-l, 2, 4-5^T>^TV-;V3 5 0mgt2, 2 -S^P^^^;^- 1 , 3-5^ 
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5- (2, 2-z^;<^)V-l, 3-z^:t^V'P>-4—()V) ^h^i^-S-^ 
5 y-J}V':^^iy^^)V=^^-l, 2, 4 -^Ti^T \/-;i/3 3 Omg ^#;^o 

5- (2, 2->?^5^;i/-l. 3->^:t^y^>-4— r;i/) P^h4^->-3-^ 

3 a:IBi-o) 




H3C CH3 



10 'H-NMR :7. 36-7. 28 (m, 5H) 5. 41 (s. 2H)4. 69 (s. 
2H) 4. 5 7-4. 46 (m» 3 H) 4. 16-4. 11 (m, IH) 3. 8 5 

-3. 82 (m, IH) 1. 45 (s> 3H) 1. 39 (s, 3H) 

15 ##m3gMl 

7jci 0 QirD.\\z.^^)\/^v^'^mmm^i s. 7g, /t— ili^nnp^^^;^^;^ 

hU'>A2 1 g^TKi 0 ^m\\zMU\^tdmL'^mAnm-^\-^-xm'^\^f^. 

;i';^^A^7nThi^9:7^— (^^■ti-> : @figx5^;i/= 2 5 : 1) fc{^fb3-^ 

^;V5^4--5-i^pD- 1. 2. 4-5^T>?TV'-;i/7. 6 4g^#7fco 
3-^5^;i/^:t-5-i7Pn-l, 2, 4-^Te^TV-;p 
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H3CS 




CI 



•H-NMR : 2. 6 6 (s, 3H) 



h;PX> 2 0 m 1 Biti^zK 10ml OS'&%f3^>>?;W V^:tmm^mM2. 
0 2g, /l-i57PD^5^;i/^;i/:^ry^>l. 8 6 s:&.XS^>z^)Vh^Jx,^)l^r> 
^-»>Ai7n7^ H4 6mg^ip^, J^0"CT7j<^'fb:M-U':>Al. 6g^7jci 

= 20:l)^c:#b^ 3-^>>?;i/^:t-5-i^nn- 1, 2, 4-5^T>^Ty 
— ;i/9 0 Omg^#;^o 



'H-NMR: 7. 6 0-7. 2 0 (m. 5H) 4. 45 (s> 2H) 

h;i/X>8 0ml SLtK7j<4 0ml ®?g'^#/fc4 -i^ Dn^>>?;i/-<y5^:t^^ 
iim:^10. 0 g, A— i7nD^5^;M;i/;«jy^>7. 8 5 smj^^>i^JVhV 
x5^;i/T>^-t>A^n^-r HI 9 2mg&Jn;l. Jf8?}0rT7K^fb^bU':7A6. 

7 5 g§7K4 om 1 izmMv^mm^ 3mmf)^nxmTvrco ^om. s^^i^ 

(4-i7no^>>?;i/) 5-iJ7Dn- 1, 2. 4-^rz^rV—JV5, 3 

8 g $#fco 

3- (4-:J7PD^>v?;P) 5 -:i'Dn- 1, 2, 4 -^^T e^TV— 




s 



CI 
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iH-NMR:7-37 (d. 2H) 7. 27 (cl^ 2H) 4. 40 (s. 2H) 

h;i/x>2 0miRtJ?7Ki Om 1 ©ii-&i^ic:4 -p^ h4^5^^>i?;i'-rv5^:^m 
5 mmMtm.2. ssg^ A°-i^nppt^;i/^;i/:^7>^iS'>2. o 3 gB:ia^^>i^;i'b 

10 z^^Jtl^Ji'^U'^h^^y^—lzHiy. 3- (4-^ h^>'^>>^;V) 5^:t-5 

2. 4-5^T>?TV-;V5. 3 8g^#fc, 
3- (4-p^h^->^>v^;U) ^::r-5-i5^PD-l, 2. 4-^7i?TV^-;V 
H3CO, 

Tl n 



■N 



'S' "CI 

'H-NMR:7. 3 5 (d, 2 H) 6. 8 5 (d. 2H) 4. 4 1 (s, 2H) 

15 3. 7 9 (s> 3H) 

^mmm.m 5 

og^ A— i^DDp^5^;v^;i/:^7:/^>7. s 5 gS.rx^>i^;wbU 

X5^;i/T>^^>^AiJ7n^'< H 1 9 2mg^jP^.^0'CT7Km'fb:^hU':7A5. 
20 2 7 g ^7K4 Om 1 Ic^^bfe^^^ 1 NFr^:!&HtT?WTbfco ^<7)m^ 

m\Z\ - ^^)V^^)VX.-^}V^1S\K. ifttiJbfc, W^JBSM7K»Sm:^hU'^A 

T^iHb, |g^tbT#e>n;/£:3^IS=&>' U b 7 ^ -Jcf* b 3 - ( 2 

-^UU^y-J)V) "^^-S-i^UU-l, 2, 4-5^T>^T\/— ;V'0. 78g 
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!T/JP2003/012831 



53 



3- (2-;i7nD^>>?;i/) 5-i^aD-l, 2, 4-^7z^rV—)V 



'H-NMR:7. 5 5 (d, IH) 7. 4 9 (d, 1 H) 7. 2 2 (m. 2H) 

5 4. 5 7 (s> 2.H) 
##Mjt^J 6 

h;wx>8 OmlS.tK;?K4 0ml (OU-^^^zS -i^tia^y^JV^V^^tm-M 
mm^io. og. /i-^^oD^5^;i/>^;i/:^j7'i57>7. 8 5 gRtK^>i^;i/hU 

X^;i/T>^-C7A^^D^-r K 1 9 2mg^ilD^,^0'CT7Km'^b:^^U^7A 5. 

10 2 7 g^7K4 om 1 izmmiyrcmm^immi^^nxmTvr^o ^o^. -Riisa-^ 

T^SIU.Jgi^bT#e>n;fe^S^->U;^jy;v^ov hi^^:7>f-ic:f*b 3 - (3 
-^nn^^v';!/) 5 -^^np- l. 2, 4-5^T>?T\/— ;n. 30g 

15 3- (3-^nD^>>?;i/) ^::^--5-^57nn-l. 2. 4-5^T>^T\/— ;i' 



'H-NMR :7. 43 (s. IH) 7. 31-7. 22 (m> 3H)4. 41 (s. 

2H) 

20 tK 6 0 m 1 JCX^;i/-r V 5^:^-m^*^7jc^:i: 10. 3 g , ^UU^ 

)ViJ^^>10. 4 g ^JP;^. ^ CCTTK^fbtM- U t> A 9 . 39g&7K60m 




CI 
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lC#b> 3-X5^;P9^:t--5-:J7pn- 1, 2, A-=}^7-jr^/'-}V2 . 5 4g 

5 3-X^;i/5^::r-5-iJ7PD- 1, 2. 4 -^^TS^TV-;!/ 

C^H^S^ ^ 

>l II 

'H-NMR:3. 22 (q. 2 H) 1. 44 (t, 3 H) 

;!K 5 0 m 3 , 4 -i?^^ p D'^>>^;W V=^:^mMW^ 12. 9 gRti?/'? 
10 —^uu:^^)V^)Vii:f^>^. 8 2 g^jp;^x S^0'Ci?;?K^'fb:^hUt:7A7. 
5 8 g§7K5 Om 1 lc?§0b;^«^^>i?tc?1STb. 4^^M#U:/^o ^(D^l. 

y). 3- (3. 4-v>^7PP^>>^;U) 5^::^- 5-:^nP- 1, 2, 4-5^T>^ 
15 TV-Jl/S. 1 g^a^^tfe^tbT#fco 

3- (3> 4-i>i^PP^>i^;0 ^:t-5-i?PP-l, 2, 

CI 

CI 




mmm^m 9 

20 7jc 5 0 m nc 4 - >'>?;v-< y 9 . 4 6 g P 

tiy.^)V:/^)\^:fJ'f^>8. 1 1 g^Jn^. ^0'CT7X^'ft;:?-bUC7A6. 98g 



wo 2004/033452 




IT/JP2003/012831 



u mmvxm^nrcmWi^zy^J:^^)v^^'^h^^y^-\znv. 3- (4- 



##MBM 1 0 

7X5 Om 1 JCTU;V-rV5^:^m3jliS^*t9. 3 3 gmS/^-i^UU^^JV;^)^ 
t^PD-l, 2, 4-^Ti^TV— ;i/3. 6gS#;fco 

3-ru;v5^:t-5-iJ7Dn- 1, 2, 4 -^^Tv^tV'— ;v 



15 'H-NMR :6. 03-5. 83 (m, IH) 5. 34 (d, IH) 5. 19 (d^ 
IH) 3. 8 8 (d, IH) 

^mmmm i i 

7jc2 5ml mS-J^uU:K^Zy2 5ml <OW^m\Z.3, 5 --JifUU^>-J)V 
-iV^^mMW^M.^- ^ ^ BlBaSn—i7UU:K^)V:^)Vti^'^>Q. 12g^ 
20 JP;1. ^0'CT7K^'fl::^hU':7A 5. 2 6 g^7K5 Om 1 ^^bfc^^SSrl^jS^ 

0 : 1) ICcfcD^ 3- (3, 5 ->^il7DD^>'i^;i') 5^:^- 5 -i? a D- 1 , 2, 





CI 
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CI 



^^mmm i 2 

7jc2 5mim^P^uxn}<d^>5 0ml (DW^mzS- hVyJl^u^^jV^ 
4g§JP;^, l90t:T7JcM'^b:^^U^i^7. 0 9 g ^7K2 5 m 1 <£^^L;^^^ 

l^Mx5^;l/= 2 0:1) IZi^L. 3 - ( 3 - h U D^5^;i/^>>^;1/) 5^:^ 
-5-i^nD-l, 2. 4-5^Ti^T\/-;i/5. 9g^#;fe« 

3- (3-hu:7;p:^D^5^;v^>>?;i/) -s-^^nn-i. 2, 4-5^Ti?T 



•H-NMR:7. 69 (s, 1 H) 7. 61 (d, 1 H) 7. 52 (d. 1 H) 
7. 4 4 (t. IH) 4. 4 7 (s. 2 H) 

mmmmmi 3 

7jc3 5ml33Li;^>?i'Da^^>7 Om 1 ©M-a^^lfcX V5^:t^ 
2gS:tX/N°'-^nnp^5^;i/p^;i/;^7yiS^>l 3. 2 g ^Jq^, |fio*C 

T7Km{t:^ h u •:7 A 1 1 . 4 g ^tk 3 5 m 1 izmMvrcmm^m 1 . 5 




CI 
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'H-NMR: 5. 43 (s. 2H) 3. 68 (q. 2H) 1. 26 (t, 3 H) 

m^mmm i 4 

7jc2 5ml RtX$^^DDptr$'>5 0ml fc^>>^;i/:e-^>'^5^;i/-r V5^^^^ 

-5-^UU-l, 2. 4-5^Ti^Tl/-;i/3. 5 1g^f#;fc, 
3-'^>>?;P;t-^i^^5^;P5^:t-5-i7nn- 1. 2. 4-^Ti?ry— ;i/ 



'H-NMR: 7. 36-7. 28 (m, 5H) 5. 45 (s. 2H) 4. 69 (s. 
2H) 

mnm i 
mmm2 




s 



CI 




s 



CI 
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:^mmi\:.^m 1-23 cd^-^? 3 ^^^7mi\:.^mm.mm 5 \^y'i^jv-< 
mmm4 

mm 5 

^^^^^-fb-a-i^J 1-23 (D^^ <D0. 13. ^-:t^:tV—)l^ if^^it^W^^^) 

4 9. 93^jLr^j-)\^\zxn. x.rv-)v;vv^^mmvrc^. 2 53<dz^ 
mmms 

:$i^mit^mi^2 3<D^^<D0. 6ffP. BHTO. 0 1135. ^i^l^> S^IB, 



wo 2004/033452 ^jjjp^ ^^T/JP2003/0 12831 
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;vv:fm^^^^m> mwv^^mcxmmi (lpg) Ao^^n&^^iy 

^^bTv^^c^iS^T^^Av-itssOT-e^b-pfeT^i^', 2oms^±x 

15 $>-oTco 



wo 2004/033452 




:T/JP2003/012831 



^ (A) 




(A) 



ci-c7T)i^)VM. c 3 - c 7 T;ver- C 3 - C 7 T;i/4^n;i/». C 
5 2-c7r)Vn^zyT}V^)VM> c 2 - c 7 r;^4^;^^:tT;^^;^*^ c4-c 
7 r)\^::i^->T)Vu=¥->r)v=¥)VM. c 4 - c 7 T;p^;i/9^:rT;vn:^^i/T;v^ 

•^ntdC i-c2r)i^)m. mm^nx\^^x'h^\^^y :c-)vmxmm-^nrcc 

10 2-C3T;i/n:^^'>TJWl/S> (B) 



15 ^ *;/S:J^m^M^©^^s^-r 5 Mco^o) xm^-^tLtcC 1 - C 4 T;i'^;u«s^ 

2. ^ (A) fcdSViT. R^ 3«>tC 1 - C 7 T;i/^;l/Sl?*^ffi^JS 1 {ClB^O 
20 3. ^ (A) {c::feViT> R' j&tC 3 - C 7 T;i/drr:;VS. C2-C7T;V3J^ 

5>t;i/^;1/^, c 2 - c 7 t;1/=^;1/^:^t;1/=^^;vs. CA-C7r)Vu^i^r)V 

4. it: (A) ICcfeV^iT. R'^tTIBOSm»^AJ:0ilt^nSim±TBm 

25 $nTViTt>j;vi7xn;i/s. Tmoym.^^^^^^M^tn^ im&.±xmm:^ 



O 




(B) 
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c 1 - c 2 r}i^)vmx}tTm(DmmmmAj^ r^mun^ i msk±'T;mm-^nx 
5 3S 1 ^zmmo^^Tz^TV-Mt^mo 



c 1 -c4t;I/^;1'». c i -c4adt;v^^;vs. ci-c4 

T;i/n:^^>-», C 1 - C 4 T; WV5^:t», Cl-C4AnT;i/ 
10 5. ^ (A) {C*3ViT. R'5?>^^ (B) 



(B) 



c 1 - c 4 t;v^;1/S, c i -C4adt;vc^;1'X. ci-C4r;w 
a^->S> c i-c4t;v^;i/^^», c i -C4AnT;i/3^s^«. r:hns. 

6. ^ (A) jc:fev^T, R'i()iTiB<Dmm^mA^r)m\ttn^im&.±'vmm 
x\f^x%^\f^yx.:=^}V:t^-y^^)VMx\tT^(Dmi^&^A^r)m\tn^imu 
mmmmA 

25 C 1-C4T;1/^;1/». C l -C4ADT;V'^>'VS> C1-C4T 

;i/n:^^->S> c i-c4r;wv^:rs. c i -c4ADT;i/n:^ 
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